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C07B 45/02 








CA (STN) 








REG I S TRY (STN) 



(54) [?&gi(z>£?M x;v^>ftsfj3ttfx;i/^>ffc& 



(57) iftftm&<Dmm] 



(R 3 ) n 




i ] 

\\ C S O 3 H ) m 



Mo 



[fi^^6] 1,3,5- h V ^^U-^^V- 2 
vtt, 1.2.4, 5-T- b?**Ji"Oii 3 

1.2. 3. 4. 5-^O^^^^^Oif 6 
ft, 1.3.5- h V t^/^^^-lA-iSx^fr^mR 
5- h y^^/u^^if^- 2-^u*>Rd>5)dt 

[if#3l7] 1.3. 5- h y ^/i^Vif 2 
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(2) 



2 8 8 4 1 8 9^ 



( R 1 ) n 




( S O 3 H ) m 



ntt3, 4Xli5 0iS^ N mf2lXJ2 2CD^ 
[■Will n*S3-CfcSBI**8Xtt9 0^/U*> 

>fb^&o 

2] m#Sl -CfcStt#JS8, 9, 10Xte11<a 
[M*J513] */u*:^b«ia s * 

>"fc? >- 2 -^/i^^BS, 1,2, 4,5-f h7^f^V 
1.2. 3.5-r* 

4 -^y^zft^g^ 1, 2, 3, 4. 5 — * ^/u^>"tf 

is- 6 1.3. 5- h y ^/U-O'-tf X-2,4 
-v^n^^&tM. 3. 5- h D =c^vi"<:x-tf X- 2 - 

6] 33r*Wb***T^y*«r«ai«iU-C 

*Lttv^*K<b^-e*)5iii*qi8iB«o^/u*wb 

3MBWtt, ^>'^^>'^b^JS:t> ^ wi^^fflv^rc^/^^>'>^b 

ar»»b**sr^^*wbu-c*o3r*ai 



^^^^*>-ttSS:!)SAi-SA^)^^*Wb#Ji LTfi. 

offi;TS:§l£fiw1-o £©EJE**>ttT*rRr5i:i-<5 
<>: ifi 3HJ * /u* ^{bffl £ ffiffi b ft ft *b« ft h -T . tii&k 

*i7k«t*Srfflv^S«Ftt, *M*:&£ftv>#, rtt 
fettfttt* *««*wH:L-C^^*^b*3&«Ml<IMbtt 

ft) ii^{b^^^l ^ v^^@^c{iigffi^^-r, W»ftSl£8 

^7k at o# aaw "t? «> * fc «> ^ ^ 4r — ^ r y a 

SJ6«PIB*s««H-*<4 5 VfrhM&nmkfrtk C 
Sfcft, ^r-/i/7 y /I: J: 5*141^-C^ 4 

<ftSo 

W o * A' * WbS'J l-*3 it £ JiIBPpI H 

5 ^ i: ft < 3r»«Hb#**rXlHtt(c:*»i|ic^/u* Wb"C 

40 ta^/u^^bSJa^-ttbfeffiv^fcjjsjR-fb**^^^ 

SP^, *38Wo^/u*vfbWtt, -K* (I) 



( R J ) 



n 




( S O 3 H ) 



m 



( I ) 



50 *»i|fl#OW»wJ:*ttf, »»JSft#»«rJiIB— 
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(3) 



2 8 8 4 1 8 9f 



R 2 - H + (R ' ) 



( n ) 



wb*jK £ 53r»anb**o^^* ^b 




:( S 0 3 H ) 



m 



( I ) 



->R 2 - ( S 0 3 H) 
(IE) 



L*v^#8fC* «9 , R 2 — H 5 H te^Si* 
IP*>#36 W 7 A'* ^b*J J: $ * /u* ><bfc «t titt, 

*«Wfw»"Cfflv>ibix5^^ Wb#J £H-fiu K-jtt 
5t (I) 4\ R 1 ^S*SfrSflMRT/u*/u*a: L"Cfi, 

*fc84U\ 7/^;i/SoS (n) Ii3-5tfc^ 

(m) filXtt2-Cfef? N BclCmtfl 
3.5- 1^ y ^/i^O-tf V- 2 -7^^8, 1.3.5- h 



P + < R ' > n 
(W) 




y > ^-^-0^^-2,4-^^/^ >-m. 1,2.4- h y ^ 

^- 5 -^A/sfcVfiSU 1.2.4- h y **-A"< 
3 -*/u*>-^ 1,2. 3- h y ^^u^O'-fefV 

S-^/u-tf^gL 1,2,3,5-fF7^f^vfy-4 
-^/uafc^BL U,4,5-fF7^f^^y-3- 
^/utfV'BK 1.2.4. 5— r h7>f^>"^y-3, 6-i/ 
50 1.2. 3. 4.5-^>^^/^''<>'i=?>'-6- 

;*/^•*>'$^ 1,3. 5- h y^i^^^O'^v- 2-*/u* 
yg, 1 5- v^y ^vi"< >-£>'— 2 

sfcV'BL 1 -^^yU-3.5- v^^^^-Oif >~ 4 
/u*y8, l - xf/u-3,4-^^f;u^y^y - 6 - 

^/u^VgL 1 -oi^vU-2, 5- ^A^^if V- 3 
1.2. 3.4-f- h5xf-^yi?^T 5 - 
^/u-^xgL 1,2. 4. 5--r h7^f-^>"^ ^- 3 -7 
;u*>g£. 1.2. 3. 4. 5-^O-^^^/^^if ^- 6 
/i^^g^ 1. 3, 5- h y ^ y :/n tVu^^if 2 
40 A^>gL 1 — 7"° tVu-3, 5- it* ?-;l"<>"& is— 4 

t ^ ;u * is &m <D mW <D irf^ V ffi t - i& Wl T ;u ^ @ ^ 
*$ixfcYb*4fcfct*.tf1.3. 5- h y ^^/u-Oif^- 
2-^^u^>-^ s 1.2.4.5-x b?*m"<>'l£ 3 
-^/u^V^ N 1. 2.3.5-7' h7>f/^^>'-4 - 
^/u^>-^ s 1.2. 3.4.5-'0'*-7 t ?vi^<>'i? 6 - 
x/ioft^^ 1.3. 5- h y * fJi"<>"&>'-2A-^7Ji' 
^^^e, 1, 3, 5- h^xf^y-tfy - 2 - ^/u^ 
*^»*U<, *^1.3.5- h y >^/u-<Vif^- 2- 
50 ^;u*y»*i*tsff* U\ ±IB*»W^/U'*WbJBIi 



-3- 



7 

So 

fctMr^yy, t7f;ur^y, r;yt'7x- 
^r1-st^-e£>So *rLTi^-ct>«fc^B«l££: uriifc 

>\ ^ u ;Ut7f;U7 ^ >\ 7;/t7h- ;K ^ ho 

lEB&g£^ LXteW l&v^t^ y y^(it7f^7 ^ 

©^§^r ^ wb**a*o#«jMb** 

^»<0*«Hb**fcfi«U *ra>*#«Mb*»M:B 
»*«r*L*VN*»Ktt 1 Xtt 2J^_L<DB!fc££*prS t 
G9T£>So <TLT^"CfcJ^BIfcSi: LTfcMftttT/u* 
^S, t Kp^v/, {£IS7;P^^fs:^^ 

±tt«*«i#^#aEUTt J:v>ft<D«*Si IT 
^nyyl^ *;u#arV/u3fix 7^f t KS, T V 

So «a»sn*»fr*-*-a*««fb**i L-crajMfrW 

h A":* >\ 3^A"<>-t?>, :*v-U>\ 
jx^/u^^-t?:^ 7x7-;i- % ^ l/^Z- A^ ^r'yuy- 
A N ^n/U7x/-;K > h 3f >-tf >\ i^t Ko^r 

7/i^ft tKo^rV7th7xyy, kKoW 

7h-;K t7h-/^/^y^ ^f/ury h7t 
>\ 7yhDy-/u§^tl?)p fiFSL^WKib 



(4) ^2 8 8 4 1 8 9f 

*WiB*£fc*TL*iv&\ B&Si: Ltft»7;u^r^_ 
g x t Kp^VS> M7;i/3^Vl§rtt5WftJ: 

#y ^-<D^mxmwm\z%&mzG-r 

^tf ^tte>o+-e»* uv^ott^y 
/o ^^^>-e^>S 0 

W J: 5 * WbEJS tt, 09 xtf-Lffi* a-* ^ 

* WbSJ JDJ»RIC £ * S w £ «fc 9 ®S> l-fT 5 r t a* 

T£So 

/u^ ^Wb**i^j6 cr, a»*7b Miasm u <-tta/h 
BPfe*»»b*«ii^afc9, 

^{bJB«r^^*^»*0*fc UTaSftft^M^^iaW* 

loWA**tfc^^*WWb**«r»J: HtS^li, 
*Hfc i * 5 ^mt&M U "C ^ /u* >->fb^J o * ;u * 
ygS«i: Ut0.5-1.5ffiP, L< tt0.9-1.2flffffl 

»LT^^^wb#jo^/u*^Kkao»t ur 1.5-3.0 

*»«^/u*^b**«w*3v^-c««**tS*«li Lt 
tt, IK»*«lllft**a^^*Wb#J*r*«U, ^/U' 

^ u ^ > s h y ^ n ^ rh7^ /ux ^ 
hy^a;i/a:f uy N 7^7^pyi.xf yy^iD^ 

n y >itm^mmitykmm. nn^yi?^ f y ^ 

u/u^^^OxNny^b^SlSKfb**!!^ 

^y N xhp^y^hajb^ftl, hy^^ 
/u^vif^, hy^f/^yfy, fh^f^y-^ 

l-aosfifffms^Hrtt ^ns« 

*Wb**ts^t3f«»b**i-J: 

a«2o-2oo < cas, o.i-i5B*Maaeo«iia 

50 *flci-siW^^*Wb*tt, ^^^tc^v^K^ 




9 

T#i$LfctK LTttBWt LT, UK 

ttfcSC;MBJ:9lk#r« *«f«o*»^J:9»*{bS« 

td^K^^^bttttfSt^^feds^^feJwWS 

BuERj£XSS;^^-i-«lc: * /u* ^{b#J <b £ - S03 H# 
«»Lfcfi:IRr^^7U^<^-t?^b#» (IV) fcjfcS. d 

$ tt tt«*Xtt»*I« L S 6^60^ >u* vfb 
fc i # tt-hefb#fttt»» i sfcK&S $ >ik® 

iJcLrEMxSttfcT/u^^i^^-tfWb* 
t^6^^*^bt5 : 1 1: J: 9 RtttffltS We* SO 

Jtlfett 

1.3.5- h V *fvu^^if^-2-;*/u*:xK59. 5ffi 

fiU h/ny27.4»S:ITLfc, <73®^^££^120 o C{- 
9 i$fIIJ{fcaRl££fTo;fc c ov^-eSJCSttSrSKU HPLC 

h/U3iv=1.4«, Rjfcsp=95% (JKftffift*, ETFW 
CO 

^=84% (WMKKtfftTHC) 

2 -*/u*>^=7. 7IH5, *f^»h/U3t^«l 

Sp=16% 
Hi£#J2 

1,2,4. 5-7" F9^f^ / <>-tf V- 3 -^/u^>-^64. 50 




4#BF 2884189-^* 

70 

8»&^tM.2-^* oyuai^ v«»464«Sr75t:«c#a 
h^^>27.8«SriRTUfc Q ^<&*i«*:iaSfrF (85 
°C) KlOWMfti&RJS&tTofco 3;v*-eRJS:»*:8» 
U HPLC»»*«»»l?»«r«:l?ofe»**:KTI-* 

h /ua: :✓=<>. 8«. RJ£^ = 97% 

K/uzn>-4-xyu^^=43. 9^5, *t*B* h/u^^iR 
=£=87% 

^=13% 

sjcttttisifiw 1 1 mmiz&m u s 

HJ60ij3 

1.2. 3,4. 5--0^ > ^vu^Vlf 6 
9.2««r$fr1.2-i?* p/u^^>'^633^^70 < C;c# 
i&U h/uaL>27. 9^^-i^TUfCo ^<B«ift«:85 < Cl£l 
«PlW(RfflRJCSrtTofc 0 fc^-CKJSttSrRBtU HPLC*fe 

h;u^>-=0.8ffl5 t Rl£^ = 97% 

h/uaLV- 4 -*/u*>-^=43.0g15, hA^ixjR 
3* =85% 

h/u^v- 2-*7U*>'K=7.6fi5, fcttS* H/u^^iiX 
^5=15% 

Hi6#J4 

1.3. 5- h y ^^;u-<V-tf >-2.4-v^^^^>^44. 0 

. 2 - v> * n ^ >>~V ^^250^^70^ 
U N h;uni^28.9^^^T tfco ^^^^130^1-4 
^FMftfflKlCSrfTofeo &^-CRJEto«:SRU HPLC^ 

h/U3i ^=0.9^15, RIS* = 97% 

h/uat^- 4-^^^K = 44.5», *t^#h^^^l|X 
^5 = 85% 

2 -*/u*>-^=7.9gi$, WfBWh^^^iR 

^=15% 

1.3.5- h yct^-zu^O'-tfx- 2 -^/u^^71.0|FB 
fc*tr1.2-^^ n;u^>-if ^?^550|KS(- h;u^^27.0 
«F5Sr25 c C-e«STUfc, r o*«S:80 < C»c 4 #M««aRJ£ 

h/uoi>' = 2.7^, Rl^^ = 90% 

h/uj:^- 4-^/^^86=39. 7« t »«* hA'^i^JR 
^=87% 

h;ux 2 -^/u^>-^ = 5.9^, »»H»h/^^(fl 
^=13% 

fee 

h/U3i>'27.7«*r«W»31.2»fc»'frU, 100-110° 



-5- 



(6) 



2 8 8 4 1 8 9^- 



^ 1 B»IBtt*M« Ufc. oi^EJS»*rSUSU HPLC& 
^ = 84% 

h/u^V- 2-;*/u<*>'$e = 6. 9£i5, #t**h/^>JR 
^=16% 

*Si£«Ett=6.2«FIS I RfS* = 80% 



72 



1,3,5- h I> ^^/u-<^-fef^-2-^yu^^K51.7|FP 
Sr^fr! . 2- ^ o * ^*»377. 7»Sr50nc^»ta 





4-XH>8 


2-U*v8 






£ It 


Jo ^ MS 


39. 7 SB 
92. 8% 


0. m 

1. 6% 


1. OSB 
1. 6% 


0. OSB 
0. 0% 


41. 4 SB 

96. 0% 




0. 3SB 
0. 7% 


1. 2SB 

2. 9% 


0. 0SB 
0. 0% 


0. ISP 
0. 4% 


1. 6 SB 
4. 0% 


£it II 


40, OSB 
93. 5% 


1. 9SB 
4. 5% 


1. OSP 
1. 6% 


.0. ISP 
0. 4% 


4 3. 0SB 
100. 0% 



< C-83 < C*-C±#L^io * rot:* 80*0 -ei7B*M«iaL * 





4-XA*>M 








£ it 


ft 


33. 4 SB 
77. 8% 


5. 0SB 
11. 6% 


3. Iff 

4. 9% 


1. 3 SB 
5. 7% 


42. 9 SB 
100 % 


me 


35. 9 SB 
83. 1% 


2. 1SB 
4. 9% 


3. 4 SB 

5. 4% 


1. 4 SB 

6. 0% 


42. 8 SB 
100 % 



17-11 
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(7) 



#8f 2 8 8 4 1 8 91- 



13 



14 



m 




mm 












& fi£ «9 


7 


f)9V> 


Me$_S 

(1. 00) 


Mes 


120°C 


7br 


92X 


45X 
55X 


WW- 1 


8 




MesJ 
(1. 00) 


Mes 


160*C 


4b r 


96X 


19X 
81X 




9 


\-m-K 


MesJ 

(1. 00) 


EDC 


80*C 


18hr 


99X 


92* 
7X 
IX 


l-m-A-2-aJVfr^t 


1 0 


2-+7M 


MesJ 
(1. 00) 


EDC 


8or 


lOhr 


97X 


95X 
5X 


2-*7r-*-6-Ji**>l 
2-*7r-*-8-***>H 


1 1 




MesJ 

(1. 00) 


o-DCB 


120'C 


2. 5hr 


100X 


10096 





5- MI jf-Jl''0+f>-2-Z>Jl"b> 



m #\ Mes -1. 3, 5- MJ^;l/'<>*'> 

EDC -1, 2-v ? ?n;l/X* > 



Hi60!l12 

1 . 3, 5 - h y > f - ;u^< ^-tf > - 2 - * /u* >-^22. 0&5 
«r*tf1.2-^ n/UoL^^^75. 5&B.::25 < CT# U * 



WS^fitfO. 000) 19. 3««r£tf1. 2-v>* n 
*-e#fflU^ 0 ^0^^88 < Cri7^fflt?:^^^tTo 
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15 

1 . 3. 5 - h y > ^ ^"tf > - 2 - * >-^20. 2g($ 
«r£tf1. 2- n A-a* V»»120. 8«Sr5(TC^#ia. 
U -CtfVXJi'fr^ (r*3ttSi.P3500) 44. 3g£r^fr 
1,2-v^ o7U3c^>»fflc316.7«f|5Sr»Dx., J^IO^-tWC 
l-Cftllfc. ■t^**80 , C'e7«PMtft«aSlC«rfTo 

Rlt ft Sr Hlfit«1 2 i raatc: AQjS t T * /u# >ft * I) 

mmmu 

1,3,5- h y ^^/u^c^if^- 2 -*A-*>-^50. 9g 
(254mmoi) S:$tr1. 2- W v/woH >1g?&379g£60 
tl:#Hl, 4 -> H*v-T~y >-31.3g (254mmol) £ 
»AUt. ::o»tt«:»aET (177-178*0 K18B*WI« 
*&Rj££tTofc 0 ov^EJS»«r«ttU HPLC&*tl$g: 

4-> h^rv-T^ y >^ = 1.0g (8mmol) , RJ&*£ = 97% 
4- * h*i/T~!) V-2-*/u*>^=48. 5g (239mm 

oi) , atrajM-* h^vr^y vis^=97% 

HPLCSiffiS*^^ PAMS/PAOS/PADS = 99. 3/0.3/0.4 (J£iT 

(&:PAMS=4-^ h *v-T~ y 2 -^A*^, PA 
0S=4-* h^v-T^y >-3-^^^>-^, PADS=4 

w^SCTs»tC7K200gS:*Dx., ^-tty-y-T^fP It * 

asK»ai*, TK^PHH^ii^fcsoooi^^^^^^^ 

^Si^RjfcSSl::. 1.3.5- hy^f;^yfy-2- 
*;u*;/^489kg (2.44kmol) Sr^frl. 2- W n ;u^<> 
-tf>*tt2080kg&tfci&^ 60t;^#m LT 4 - 
T~y>300kg (2.44kmol) £r£ALfc 0 r.^»««r3a 
ffi,T (177-178*0 ^9B*ra«MRJS«rfTo^: 0 ov^* 
KiEttSrflU&U HPLC»#**»jS-e»Wtffo^:«* 

4-> H^i/T^y > = 9kg (0.07kmo!) , Rl£3p=97 
% 

4-* h*VT=y ^- 2-*/u#>»=461kg (2.27k 
mol) , *fSB*4-y h^-i/T^y ^iR* = 96% 
HPLCg^g-^ PAMS/PA0S/PADS=99. 1/0. 7/0. 2 



(8) 2 8 8 4 1 8 9^- 

iSa£»a», 7K^^$r«^^3000l^7^7-<^> 
^fiORJSSWIw, 4 h*^T~y v303kg (2.46k 
mol) 8:1.2-^^ o/u-«^vl560kgJc«*L, SKft 
241kg (98.0%, 2.41 kmo I) £80 < C-Cff) 6 B^ffi-CSAU 
l«PWI»filcLT»180 < C*-C#fflLfco #»a8«£*u* 

70 RJt£-fr*: 0 7k^»ttJ**»T-rs* , rJ-26^l«Srg , f U 
fc. ov *rR»U HPLC&#&ftSS&-C#WL 

4-* h*^T~y >=61kg (0.50kmol) , Rj£* = 80 
% 

4 - * y 2 -*A*>-&=352kg (1.73k 

mol) , l$m&4 h*isT~ y >-i&^=88% 
HPLCffi«W#* PAMS/PA0S/PADS= 95/3/2 

1,3.5- h y ^^vi^O-if i'- 2-*/u*>-&33. 2g{5 
£^tf1.2-^ p/^yf >1&f&284. 3^5^55^^^ 
2-~ huT~y Z/22.9g{5£*D;t, ^20^^160^ 

^-e#^tfi 0 ^co^^i60 < t:-e4^^^aRiS^tTo 

^ 2 -^bP7^yy=o.7a Rtf^=97% 
2 _ - hnT - y 4 -*A*>'^=34. 0IH5, fcttBft 
50 2 - — hnT^y >- 4X^ = 97% 

r^R^ft^7K200g^^Dx. ^tty-^-c+fpur^ 

Jttt«9 4 (*»^<— 

2 h n y >-24. 7*B$r^tr1. 2-i^^ o/u-cv 

tt»30»-eaALt, 4<rc-eiB*mi»js:Lfca#fflL 
fc c #?a^+^i7or^f&^^^u<^^^^^ 

40 -Cfoofefc^KlCSr+JhU^. RJ^ft^r^Bb, HPLC^fe 

/utJs >^^c^Ji^20%-e fo o fc 0 
ifc«^J5 (fltK^-^v^fe) 

2 hor^y >20. o^^v^^^^/u^^^^so^ 

t2S-frL»«»14.4*FBSrMTL. 150^^1 OB^tf^R 
M2-^hD7^yy=2.4ft RJ£^ = 88% 

2-^ hnj^y 4 -^/l-^>^=24. 9&C, %tm& 
so 2--hn y >iix^=90% 
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(9) 
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BEST AVAILABLE IMAGES 

Defective, images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 
□(faded TEXT OR DRAWING 

□(blurred or illegible text or drawing 

□ skewed/slanted images 
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□ gray scale documents 

□ lines or marks on original document 

□ reference(s) or exhibit(s) submitted are poor quality 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



